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Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID:SSSPTA1612RXD 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ?):2 



* * 


* * 


* * 


* * 


* Welcome to STN International ********** 


NEWS 


1 






Web Page URLs for STN Seminar Schedule - N. America 


NEWS 


2 






"Ask CAS" for self-help around the clock 


NEWS 


3 


FEB 


28 


PATDPAFULL - New display fields provide for legal status 










data from INPADOC 


NEWS 


4 


FEB 


28 


BABS - Current -awareness alerts (SDIs) available 


NEWS 


5 


MAR 


02 


GBFULL: New full -text patent database on STN 


NEWS 


6 


MAR 


03 


REGISTRY/ ZREGISTRY - Sequence annotations enhanced 


NEWS 


7 


MAR 


03 


MEDLINE file segment of TOXCENTER reloaded 


NEWS 


8 


MAR 


22 


KOREAPAT now updated monthly; patent information enhanced 


NEWS 


9 


MAR 


22 


Original IDE display format returns to REGISTRY/ ZREGISTRY 


NEWS 


10 


MAR 


22 


PATDPASPC - New patent database available 


NEWS 


11 


MAR 


22 


REGISTRY/ZREGISTRY enhanced with experimental property tags 


NEWS 


12 


APR 


04 


EPFULL enhanced with additional patent information and new 










fields 


NEWS 


13 


APR 


04 


EMBASE - Database reloaded and enhanced 


NEWS 


14 


APR 


18 


New CAS Information Use Policies available online 


NEWS 


15 


APR 


25 


Patent searching, including current -awareness alerts (SDIs) , 










based on application date in CA/CAplus and US PATFULL /US PAT 2 










may be affected by a change in filing date for U.S. 










applications. 


NEWS 


16 


APR 


28 


Improved searching of U.S. Patent Classifications for 










U.S. patent records in CA/CAplus 


NEWS 


17 


MAY 


23 


GBFULL enhanced with patent drawing images 


NEWS 


18 


MAY 


23 


REGISTRY has been enhanced with source information from 










CHEMCATS 


NEWS 


19 


JUN 


06 


The Analysis Edition of STN Express with Discover! 










(Version 8.0 for Windows) now available 


NEWS 


20 


JUN 


13 


RUSSIAPAT: New full -text patent database on STN 


NEWS 


21 


JUN 


13 


FRFULL enhanced with patent drawing images 


NEWS 


22 


JUN 


27 


MARPAT displays enhanced with expanded G-group definitions 










and text labels 


NEWS 


23 


JUL 


01 


MEDICONF removed from STN 


NEWS 


24 


JUL 


07 


STN Patent Forums to be held in July 2 005 


NEWS 


25 


JUL 


13 


SCISEARCH reloaded 


NEWS 


26 


JUL 


20 


Powerful new interactive analysis and visualization software, 



STN AnaVist, now available 



NEWS EXPRESS JUNE 13 CURRENT WINDOWS VERSION IS V8 . 0 , CURRENT 
MACINTOSH VERSION IS V6 . 0c (ENG) AND V6 . 0 Jc ( JP) , 
AND CURRENT DISCOVER FILE IS DATED 13 JUNE 2 005 

NEWS HOURS STN Operating Hours Plus Help Desk Availability 
NEWS INTER General Internet Information 
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NEWS LOGIN 
NEWS PHONE 
NEWS WWW 



Welcome Banner and News Items 

Direct Dial and Telecommunication Network Access to STN 
CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 

All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may 
result in loss of user privileges and other penalties. 

************* STN Columbus *************** 
FILE ' HOME ' ENTERED AT 17:00:08 ON 04 AUG 2005 
=> file registry 

COST IN U.S. DOLLARS SINCE FILE TOTAL 



FILE 'REGISTRY' ENTERED AT 17:00:19 ON 04 AUG 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 3 AUG 2005 HIGHEST RN 858181-56-3 

DICTIONARY FILE UPDATES: 3 AUG 2005 HIGHEST RN 858181-56-3 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH JANUARY 18, 2 005 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

********************************************************************* 

* * 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2 005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 
********************************************************************* 



Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

Experimental and calculated property data are now available. For more 
information enter HELP PROP at an arrow prompt in the file or refer 
to the file summary sheet on the web at: 
http : //www . cas . org/ONLINE/DBSS/registryss . html 



FULL ESTIMATED COST 



ENTRY 
0.21 



SESSION 
0.21 



= > 



Uploading C:\Program Files\Stnexp\Queries\10799386 . str 
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LI 



STRUCTURE UPLOADED 



= > d 11 

LI HAS NO ANSWERS 
LI STR 

* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 
Structure attributes must be viewed using STN Express query preparation. 



= > s 11 

SAMPLE SEARCH INITIATED 17:00:48 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 13 TO ITERATE 



100.0% PROCESSED 
SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS: 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 



13 ITERATIONS 



ONLINE * * COMPLETE * * 
BATCH * * COMPLETE * * 

44 TO 476 
0 TO 0 



L2 



0 SEA SSS SAM LI 



=> s 11 ful 

FULL SEARCH INITIATED 17:00:53 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 2 58 TO ITERATE 

100.0% PROCESSED 258 ITERATIONS 

SEARCH TIME: 00.00.01 



L3 



0 SEA SSS FUL LI 



=> file registry 
COST IN U.S. DOLLARS 

FULL ESTIMATED COST 



SINCE FILE 
ENTRY 
162.19 



0 ANSWERS 



0 ANSWERS 



TOTAL 
SESSION 
162 .40 



FILE 'REGISTRY' ENTERED AT 17:02:04 ON 04 AUG 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 



STRUCTURE FILE UPDATES: 
DICTIONARY FILE UPDATES: 



3 AUG 2005 HIGHEST RN 858181-56-3 
3 AUG 2005 HIGHEST RN 858181-56-3 



New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH JANUARY 18, 2005 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches . 

****************************** *************************************** 
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* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 
**************************************** 

Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

Experimental and calculated property data are now available. For more 
information enter HELP PROP at an arrow prompt in the file or refer 
to the file summary sheet on the web at: 
http : //www. cas . org/ONLINE/DBSS/registryss . html 

= > 

Uploading C:\Program Files\Stnexp\Queries\10799386-2 . str 
L4 STRUCTURE UPLOADED 

= > d 14 

L4 HAS NO ANSWERS 
L4 STR 

* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 
Structure attributes must be viewed using STN Express query preparation. 



= > s 14 

SAMPLE SEARCH INITIATED 17:02:26 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 62 7 TO ITERATE 

100.0% PROCESSED 627 ITERATIONS 

SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH * * COMPLETE * * 
PROJECTED ITERATIONS: 11038 TO 14042 

PROJECTED ANSWERS: 0 TO 0 



0 ANSWERS 



L5 



0 SEA SSS SAM L4 



=> S 14 ful 

FULL SEARCH INITIATED 17:02:31 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 12841 TO ITERATE 

100.0% PROCESSED 12841 ITERATIONS 
SEARCH TIME: 00.00.02 



0 ANSWERS 



L6 



0 SEA SSS FUL L4 



Uploading C:\Program Files\Stnexp\Queries\10799386-3 . str 
L7 STRUCTURE UPLOADED 

= > d 17 



10799386 



8/04/05 



L7 HAS NO ANSWERS 
L7 STR 

* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 
Structure attributes must be viewed using STN Express query preparation. 



=> s 17 ful 

FULL SEARCH INITIATED 17:06:43 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 64254 TO ITERATE 



100.0% PROCESSED 64254 ITERATIONS 122 ANSWERS 

SEARCH TIME: 00.00.02 

L8 122 SEA SSS FUL L7 



=> file caplus 

COST IN U.S. DOLLARS 



FULL ESTIMATED COST 



SINCE FILE TOTAL 
ENTRY SESSION 
325.24 487.64 



FILE 'CAPLUS' ENTERED AT 17:06:49 ON 04 AUG 2005 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2005 AMERICAN CHEMICAL SOCIETY (ACS) 



Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, ' distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 4 Aug 2005 VOL 143 ISS 6 
FILE LAST UPDATED: 3 Aug 2005 ( 2 0050803 /ED) 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

This file contains CAS Registry Numbers for easy and accurate 
substance identification. 

= > s 18 

L9 5 L8 

=> d abs fbib hitstr 1-5 

L9 ANSWER 1 OF 5 CAPLUS COPYRIGHT 2 005 ACS on STN 
GI 
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AB Title compds. I [X = (CR32)o- (CR3=CR3)p- (CR32) r-NR52, (CR32)s-R4, 

(un) substituted mono or bicyclic ring optionally containing N, 0 or S, etc.; Y 
= (un) substituted N-containing monocyclic or bicyclic aromatic or partially 

aromatic 

moiety; A and Rl = non- interfering substituent provided that two As do not 
form a ring; R2 and R3 = H or (un) substituted alkyl; R4 = (un) substituted 
heterocycle or a hetero compound; R5 = H or alkyl; wherein Rl and R2 is not 
H; and wherein Rl and R2 may be connected to form an addnl . ring if Y does 
not contain a 2-imidazoyl residue optionally connected to an addnl. ring; 
q and n independently = 0-4; p = 0-1; o and r independently = 1-4; s = 1-6 
provided that if X = (CR3)2-R4, r is at least two if R4 = 2-pyridinyl, 
quinolinyl, imidazolyl or f uran] , as well as their pharmaceutically 
acceptable salts, are prepared and disclosed as having the ability to bind 
to chemokine receptors, in particular CXCR4 . Thus, e.g., II was prepared by 
reductive amination of {4- [ (3 -methylpyridin-2-ylmethyl) -amino] - 

butyl }carbamic acid tert-Bu ester (preparation given) with 3-benzyloxypyrazine- 
2-carbaldehyde . The present invention also relates to methods of using 
such compds., such as in treating HIV infection and inflammatory 
conditions such as rheumatoid arthritis. In assays to evaluate inhibition 
of HIV-1, many compds. of the invention exhibited IC50 values in the range 
of 0.5nM-5nM. Furthermore, the present invention relates to methods to 
elevate progenitor and stem cell counts, as well as methods to elevate 
white blood cell counts, using such compds. 

AN 2004:878165 CAPLUS 

DN 141:379809 

TI Preparation of pyridine derivatives as CXCR4 chemokine receptor binding 
compounds 

IN Bridger, Gary; McEachern, Ernest J.; Skerl j , Renato; Schols, Dominique 
PA USA 

SO U.S. Pat. Appl. Publ., 211 pp. 

CODEN: USXXCO 
DT Patent 
LA English 
FAN.CNT 1 
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PI 



PATENT 


NO. 






KIND 


DATE 






APPLICATION 


NO. 




DATE 


US 


2004209921 




Al 




20041021 




US 2004- 


823494 




20040412 






















US 2003- 


462736P 




P 20030411 






















US 2003- 


505688P 




P 20030923 


WO 


2004091518 




A2 




20041028 




WO 2004- 


US11328 




20040412 


WO 


2004091518 




A3 




20041223 




















W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, CH, 






CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, GD, 






GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, LC, 






LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NA, NI, 






NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, SY, 






TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, ZW 




RW 


: BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, AZ, 






BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


cz, 


DE, 


DK, EE, 






ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, SI, 






SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, SN, 






TD, 


TG 





























US 2003-462736P P 20030411 

US 2003-505688P P 20030923 

OS MARPAT 141:379809 

IT 780799-89-5P 780800-01-3P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of pyridine derivs. as CXCR4 chemokine receptor 
binding compds . ) 
RN 780799-89-5 CAPLUS 

CN 1-Piperidinecarboxamide, 4 - [ [ (3 , 5 -dimethyl- 2 -pyridinyl) methyl] (5,6,7,8- 

tetrahydro-8-quinolinyl) amino] -N-lH-imidazol-2-yl- (9CI) (CA INDEX NAME) 



f=\ 




RN 780800-01-3 CAPLUS 

CN 8-Quinolinamine, N- [ (3, 5 -dimethyl -2 -pyridinyl) methyl] -5, 6, 7, 8-tetrahydro-N- 
[2- (lH-imidazol-4-yl) ethyl] - (9CI) (CA INDEX NAME) 
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GI 



Rl 



Rl 




N- (CR5 2 ) n i- (CR5:CR5) ? n2 - (CR5 2 ) n3 "NR^ 
CR2 2 

R3 

M 

R4 R4 I 



AB The invention relates to heterocyclic compds . (shown as I; e.g. 
(lH-benzimidazol-2-ylmethyl) (piperidin-3 -ylmethyl) (5,6,7,8- 

tetrahydroquinolin-8-yl) amine trihydrobromide) consisting of a core N atom 
surrounded by three pendant groups, wherein two of the three pendant 
groups are preferably benzimidazolylmethyl and tetrahydroquinolyl, and the 
3rd pendant group contains N and optionally contains addnl . rings. The 
compds. bind to chemokine receptors, including CXCR4 and CCR5, and 
demonstrate protective effects against infection of target cells by a 
human immunodeficiency virus (HIV). Many I exhibit IC50 values of 5-5.5 
nM for inhibition of HIV-1 (NL4.3) replication in peripheral blood 
mononuclear cells and 5 nM-5 uM for inhibition of SDF-la induced 
Ca flux in CCRF-CEM cells, a T-lymphoblastoid cell line that expresses 
CXCR4. It is also stated that the compds. I behave in a manner similar to 
1, 1 1 - [1, 4-phenylene-bis (methylene) ] -bis-1, 4 , 8 , 11-tetraazacyclotetradecane 
(AMD3100) which showed to elevate progenitor cell levels (data given) . 
Although the methods of preparation are not claimed, >170 example prepns . 
included. For I: X and Y = N or CR1; Z is S, 0, NR1 or CR12; each R1-R6 = 
H or a noninterf ering substituent; nl is 0-4; n2 is 0-1, wherein the a 
signifies C.tplbond.C may be substituted for CR5:CR5; n3 is 0-4; wherein 
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nl + n2 + n3 = > 2; b is 0-2; wherein the following combinations of 
R groups may be coupled to generate a ring, which ring may be (un) saturated: 
R2 + R2, one R2 + R3 , R3 + one R4, R4 + R4, one R5 + another R5, one R5 + 
one R6, and R6 + R6; wherein the ring may not be aromatic when the 
participants in ring formation are two R5; and wherein when n2 is 1, 
neither nl nor n3 can be 0. 

AN 2004 : 80349 CAPLUS 

DN 140:146136 

TI Preparation of chemokine receptor binding (benzimidazol-2 - 

ylmethyl) (5 , 6 , 7 , 8-tetrahydroquinolin-8-yl) amines and related heterocyclic 
compounds with enhanced efficacy against AIDS and other disorders 

IN Bridger, Gary; Kaller, Al; Harwig, Curtis; Skerlj , Renato; Bogucki , David; 
Wilson, Trevor R.; Crawford, Jason; McEachern, Ernest J.; Atsma, Bern; Nan, 
Siqiao; Zhou, Yuanxi; Schols, Dominique; Smith, Christopher D.; Di Fluri, 
Maria R. 

PA USA 

SO U.S. Pat. Appl. Publ. 

CODEN: USXXCO 
DT Patent 
LA English 
FAN.CNT 2 



154 pp., Cont . -in-part of U.S. Ser. No. 446,170. 



PATENT 


NO. 






KIND 


DATE 






APPLICATION 


NO. 




DATE 


US 


2004019058 




Al 




20040129 




US 2003- 


457034 




20030606 






















US 2001- 


342716P 




P 20011221 






















US 2002- 


350822P 




P 20020117 






















US 2002- 


329329 




A2 20021223 






















US 2003- 


446170 




A2 20030523 


US 


2003220341 




Al 




20031127 




US 2002- 


329329 




20021223 






















US 2001- 


342716P 




P 20011221 






















US 2002- 


350822P 




P 20020117 


WO 


2004106493 




A2 




20041209 




WO 2004- 


US15977 




20040521 




W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, CH, 






CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, GD, 






GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


is, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, LC, 






LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NA, NI, 






NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, SY, 






TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, ZW 




RW: 


BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


NA, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, AM, 






AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, DK, 






EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PL, 


PT, 


RO, SE, 






si, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, NE, 






SN, 


TD, 


TG 



























US 2003-446170 
US 2003-457034 



A 20030523 
A 20030606 



PATENT FAMILY INFORMATION: 
FAN 2003:532661 



PI 



PATENT 


NO. 






KIND 


DATE 






APPLICATION 


NO. 




DATE 




WO 2003055876 




Al 




20030710 




WO 2002- 


US41407 




20021223 


W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BY, 


BZ, 


CA, 


CH, 


CN, 




CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 




GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 




LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NO, 


NZ, 


OM, 


PH, 




PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 




UA, 


UG, 


US, 


UZ, 


vc, 


VN, 


YU, 


ZA, 


ZM, 


ZW 














RW: 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, 


SZ, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 




KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 




FI, 


FR, 


GB, 


GR, 


IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 
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CF, CG, CI, CM, GA, GN, GQ, 



CA 2467718 



BR 2002015050 



AA 



EP 1465889 
R: AT, 
IE, 



BE, 
SI, 



CH, 
LT, 



JP 2005518397 



Al 
DE, 
LV, 



T2 



20030710 



20041013 



20041013 
DK, ES, FR, 
FI, RO, MK, 



20050623 



GW, ML, MR, NE, SN, 
US 2001-342716P 
US 2002-350822P 
CA 2002-2467718 
US 2001-342716P 
US 2002-350822P 
WO 2002-US41407 
BR 2002-15050 
US 2001-342716P 
US 2002-350822P 
WO 2002-US41407 
EP 2002-805977 
GB, GR, IT, LI, LU, 
CY, AL, TR, BG, CZ , 
US 2001-342716P 
US 2002-350822P 
WO 2002-US41407 
JP 2003-556406 
US 2001-342716P 
US 2002-350822P 
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IT 558441-51-3P 558441-52-4P 558441-53-5P 

558441-54-6P 558441-55-7P, (lH-Benzimidazol-2 - 

ylmethyl) ( (S) -pyrrolidin-2 -ylmethyl ) (5,6,7, 8-tetrahydroquinolin-8-yl) amine 
trihydrobromide 558441-56-8P 558441-57-9P, 

(lH-Benzimidazol-2-ylmethyl) (piperidin-4-yl) (5,6,7, 8-tetrahydroquinolin-8- 
yl) amine trihydrobromide 558441-59-1P 558441-62-6P 
558441-66-0P, (lH-Benzimidazol-2 -ylmethyl) [2- (imidazol-1- 
yDethyl] (5 , 6 , 7 , 8 -tetrahydroquinolin-8 -yl) amine 558441-70-6P, 
(lH-Benzimidazol- 2 -ylmethyl) [3- ( IH-imidazol- 2 -yl) propyl] (5,6,7,8- 
tetrahydroquinolin-8-yl) amine 558442-00-5P, N- (lH-Benzimidazol-2- 
ylmethyl) -N» - ( lH-imidazol-2 -yl) -N- (5,6,7, 8-tetrahydroquinolin-8-yl) butane- 
1,4-diamine 558442-18-5P, (lH-Benzimidazol-2 -ylmethyl) [3 - (1H- 
imidazol-4-yl) propyl] (5,6,7, 8-tetrahydroquinolin-8-yl) amine 
558443-47-3P 558443-51-9P 558448-07-OP, 

(lH-Benzimidazol -2 -ylmethyl) [cis-2- (piperidin-3-ylidene) ethyl] (5,6,7,8- 
tetrahydroquinolin-8-yl) amine trihydrobromide 558448-41-2P, 

[3- [ [ (lH-Benzimidazol-2-ylmethyl) (5,6,7, 8 -tetrahydroquinolin-8- 
yl ) amino] methyl ] piperidin- 1 -yl ] (3,5 -dichloropyridin-4 -yl ) me thanone 
558448-47-8P, [3- [ [ (lH-Benzimidazol-2-ylmethyl) (5,6,7,8- 

tetrahydroquinolin-8-yl) amino] methyl] pyrrolidin-l-yl] (3, 5-dichloropyridin- 
4-yl)methanone 558448-60-5P 558448-67-2P, 

4- [ (lH-Benzimidazol- 2 -ylmethyl) (5,6,7, 8-tetrahydroquinolin-8- 

yl) amino] piper idine-l-carboxylic acid amide trihydrobromide 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 

(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 

(Uses) 

(drug candidate; preparation of chemokine receptor binding 
benzimidazolylmethyl tetrahydroquinolinyl amines and related 
heterocyclic compds . with enhanced efficacy against AIDS and other 
disorders) 
RN 558441-51-3 CAPLUS 

CN 8-Quinolinamine, N- (IH-benzimidazol -2 -ylmethyl ) -5,6,7, 8 -tetrahydro-N- [ (3R) - 
3-piperidinylmethyl] -, trihydrobromide, (8R) -rel- (9CI) (CA INDEX NAME) 



Relative stereochemistry. 
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• 3 HBr 

RN 558441-52-4 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2-ylmethyl) -5,6,7, 8-tetrahydro-N- [ (3R) - 
3-piperidinylmethyl] -, trihydrobromide , (8S)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




• 3 HBr 

RN 558441-53-5 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2 -ylmethyl) -5,6,7, 8-tetrahydro-N- [ (2R) - 
2-piperidinylmethyl] -, trihydrobromide, (8R) -rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




• 3 HBr 
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RN 558441-54-6 CAPLUS 

CN 8-Quinolinamine, N- { lH-benzimidazol-2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- [ (2R) - 
2-piperidinylmethyl] -, trihydrobromide, (8S)-rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




• 3 HBr 



RN 558441-55-7 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol- 2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- [ (2S) - 
2 -pyrrol idinylme thyl] - , trihydrobromide (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



H 




• 3 HBr 

RN 558441-56-8 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol -2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- (4- 
piperidinylmethyl) -, hydrobromide (10:31) (9CI) (CA INDEX NAME) 
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•31/10 HBr 

. RN 558441-57-9 CAPLUS 
CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl) -5,6,7, 8 -tetrahydro-N-4 - 
piperidinyl- , trihydrobromide (9CI) (CA INDEX NAME) 




• 3 HBr 

RN 558441-59-1 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol -2 -ylmethyl) -5, 6,7, 8 -tetrahydro-N-3 - 
piperidinyl-, hydrobromide (10:31) (9CI) (CA INDEX NAME) 




•31/10 HBr 

RN 558441-62-6 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol -2 -ylmethyl) -5, 6,7, 8 -tetrahydro-N- (3R) - 
3 -piperidinyl-, trihydrobromide, (8S) -rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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#3 HBr 

RN 558441-66-0 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl) -5, 6,7, 8 -tetrahydro-N- [2- 
(lH-imidazol-l-yl) ethyl] - (9CI) (CA INDEX NAME) 




RN 558441-70-6 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol -2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- [3- 
( lH-imidazol -2 -yl) propyl ] - (9CI) (CA INDEX NAME) 




RN 558442-00-5 CAPLUS 

CN 1, 4-Butanediamine, N- (IH-benzimidazol- 2 -ylmethyl) -N' -lH-imidazol-2 -yl-N- 
(5, 6, 7, 8-tetrahydro-8-quinolinyl) - (9CI) (CA INDEX NAME) 
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RN 558442-18-5 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- [3- 
(lH-imidazol-4 -yl) propyl] - (9CI) (CA INDEX NAME) 




RN 558443-47-3 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol -2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- [2- [4- 
[ (phenylmethyl) amino] -1-piperidinyl] ethyl] hydrobromide (5:21) (9CI) 
(CA INDEX NAME) 




#21/5 HBr 

RN 558443-51-9 CAPLUS 

CN 8-Quinolinamine, N- [2- (4 -amino- 1-piperidinyl) ethyl] -N- (lH-benzimidazol-2 - 
ylmethyl) -5,6,7, 8 -tetrahydro- , hydrobromide (10:41) (9CI) (CA INDEX NAME) 
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#41/10 HBr 

RN 55844 8-07-0 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol -2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- [ (2Z) - 
2- (3-piperidinylidene) ethyl] -, trihydrobromide (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




#3 HBr 



RN 558448-41-2 CAPLUS 

CN 3-Piperidinemethanamine, N- (IH-benzimidazol -2 -ylmethyl) -1- [ (3 , 5-dichloro-4- 
pyridinyl) carbonyl] -N- (5 , 6 , 7 , 8 -tetrahydro-8 -quinolinyl) - (9CI) (CA INDEX 
NAME) 




RN 558448-47-8 CAPLUS 

CN 3-Pyrrolidinemethanamine, N- (lH-benzimidazol-2 -ylmethyl) -1- [ (3 , 5-dichloro- 
4 -pyridinyl) carbonyl] -N- (5 , 6 , 7 , 8 -tetrahydro-8 -quinolinyl) - (9CI) (CA 
INDEX NAME) 
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RN 558448-60-5 CAPLUS 

CN 1-Piperidinecarboximidamide, 4- [ (lH-benzimidazol-2 -ylmethyl) (5,6,7,8- 

tetrahydro-8-quinolinyl) amino] - , trihydrobromide (9CI) (CA INDEX NAME) 




• 3 HBr 

RN 558448-67-2 CAPLUS 

CN 1-Piperidinecarboxamide, 4- [ (lH-benzimidazol-2 -ylmethyl) (5,6,7, 8- 

tetrahydro-8-quinolinyl) amino] -, trihydrobromide (9CI) (CA INDEX NAME) 




■NH 



• 3 HBr 



IT 558441-69-3P, 2- [ [ [2- (Imidazol-l-yl) ethyl] (5,6,7,8- 

tetrahydroquinolin-8-yl) amino] methyl] benzimidazole-l-carboxylic acid 
tert-butyl ester 558441-72-8P, 2 - [ [ (5 , 6 , 7 , 8-Tetrahydroquinolin-8- 
yl) [3- (l-trityl-lH-imidazol-2-yl)propyl] amino] methyl] benzimidazole-l- 
carboxylic acid tert-butyl ester 558441-73 -9P, 

(lH-Benzimidazol-2 -ylmethyl) (5,6,7, 8-tetrahydroquinolin-8-yl) [3- (1-trityl- 
1H- imidazol- 2 -yl) propyl] amine 558442 -19-6P, 2 - [ [ [3 - (1-tert- 
Butoxycarbonyl -lH-imidazol -4 -yl) propyl] (5,6,7, 8-tetrahydroquinolin- 8 - 
yl) amino] methyl] benzimidazole-l-carboxylic acid tert-butyl ester 
558443-49-5P, 2- [ [ [2- [4- (Benzyl-2 -nitrobenzenesulf onylamino) piperi 
din-l-yl] ethyl] (5,6,7, 8-tetrahydroquinolin- 8 -yl) amino] methyl] benzimidazole- 
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1-carboxylic acid tert-butyl ester 558443 -50-8P 
558443-54-2P 558448-15-0P , cis-2 - [ [ [2 - [1- (tert- 

Butoxycarbonyl)piperidin-3-ylidene] ethyl] (5, 6, 7 , 8-tetrahydroquinolin-8- 
yl) amino] methyl] benzimidazole-l-carboxylic acid tert-butyl ester 
558448-65-0P, 2- [ [ [1- [ ( tert-Butoxycarbonylamino) (tert- 

butoxycarbonylimino) methyl] piperidin-4-yl] (5,6,7, 8 -tetrahydroquinolin-8 - 

yl) amino] methyl] benzimidazole-l-carboxylic acid tert-butyl ester 

558448 -6 9 -4P, 2- [ [ ( l-tert-Butoxycarbonylpiperidin-4 -yl) (5,6,7,8- 

tetrahydroquinolin-8-yl) amino] methyl] benzimidazole-l-carboxylic acid 

tert-butyl ester 558448-71-8P, (lH-Benzimidazol-2 - 

ylmethyl )piperidin-4-yl (5,6,7, 8-tetrahydroquinolin-8-yl) amine 

558448-73-0P, 4- [ (lH-Benzimidazol-2 -ylmethyl) (5,6,7,8- 

tetrahydroquinolin- 8 -yl ) amino] piperidine - 1 - carboxylic acid amide 

RL: RCT (Reactant) ; SPN (Synthetic preparation) / PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of chemokine receptor binding benzimidazolylmethyl 
tetrahydroquinolinyl amines and related heterocyclic compds . with 
enhanced efficacy against AIDS and other disorders) 
RN 558441-69-3 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2 - [ [ [2 - ( lH-imidazol- 1- 
yl) ethyl] (5,6,7, 8 -tetrahydro- 8-quinolinyl) amino] methyl] - , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




II 

O 

RN 558441-72-8 CAPLUS 

CN lH-Benzimidazole- 1-carboxylic acid, 2 - [ [ (5 , 6 , 7 , 8 -tetrahydro- 8- 

quinolinyl) [3- [1- (triphenylmethyl) - lH-imidazol -2 -yl] propyl] amino] methyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




C- OBu-t 

II 

0 

RN 558441-73-9 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol -2 -ylmethyl) -5,6,7, 8-tetrahydro-N- [3- [1- 
( triphenylmethyl ) -lH-imidazol- 2 -yl] propyl ] - (9CI) (CA INDEX NAME) 
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RN 558442-19-6 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [3- [1- [ (1, 1- 

dimethylethoxy) carbonyl] -lH-imidazol-4-yl] propyl] (5,6,7, 8-tetrahydro-8- 
quinolinyl) amino] methyl] -, 1, 1 -dime thy le thy 1 ester (9CI) (CA INDEX NAME) 




C- OBu-t 



RN 558443-49-5 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [2- [4- [ [ (2- 

nitrophenyl) sulfonyl] (phenylmethyl) amino] -1-piperidinyl] ethyl] (5,6,7,8- 
tetrahydro-8-quinolinyl) amino] methyl] -, 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 



CH2~Ph 




C- OBu-t 



O 

RN 558443-50-8 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [2- [4- [ [ (1, 1- 

dimethylethoxy) carbonyl] (phenylmethyl) amino] -1-piperidinyl] ethyl] (5,6,7,8- 
tetrahydro-8-quinolinyl) amino] methyl] 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 
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C- OBu-t 

II 

O 

RN 558443-54-2 CAPLUS 

CN 8-Quinolinamine, N- [2- (4-amino-l-piperidinyl) ethyl] -N- (lH-benzimidazol-2- 
ylmethyl) -5,6,7, 8-tetrahydro- (9CI) (CA INDEX NAME) 




CH 2 -N-CH2-CH 2 N, 




NH 2 



RN 558448-15-0 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2 - [ [ [ (2Z) -2- [1- [ (1, 1- 

dimethylethoxy) carbonyl] -3 -piperidinylidene] ethyl] (5,6,7, 8-tetrahydro-8- 
quinolinyl) amino] methyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



t-BuO 




OBu-t 



RN 55844 8-65-0 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2 - [ [ [1- [ [ [ (1 , 1- 

dimethylethoxy) carbonyl] amino] [ [ (1, 1-dimethylethoxy) carbonyl] imino] methyl] 
4-piperidinyl] (5,6,7, 8 -tetrahydro- 8 -quinolinyl) amino] methyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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O 




C— OBu-t 

II 

O 

RN 558448-69-4 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [1- [ (1 , 1-dimethylethoxy) carbonyl] - 
4-piperidinyl] (5, 6, 7, 8 -tetrahydro- 8 -quinolinyl) amino] methyl] 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




C-OBu-t 



O 

RN 558448-71-8 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2 -ylmethyl) -5,6,7, 8- tetrahydro -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 




RN 558448-73-0 CAPLUS 

CN 1- Piper idinecarboxamide, 4- [ ( lH-benzimidazol -2 -ylmethyl) (5,6,7,8- 
tetrahydro- 8 -quinolinyl) amino] - (9CI) (CA INDEX NAME) 
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Rl Y' 

N- (CR5 2 )nl- (CR5:CR5) ? n2 - (CR5 2 ) n3 -NR6 2 
CR2 2 

r3 -An 

M 

R4, R4 ! 



AB The invention relates to heterocyclic compds . (shown as I; e.g. 
(lH-benzimidazol-2-ylmethyl) (piperidin-3 -ylmethyl) (5,6,7,8- 
tetrahydroquinolin-8-yl) amine trihydrobromide) consisting of a core N atom 
surrounded by three pendant groups, wherein two of the three pendant 
groups are preferably benzimidazolylmethyl and tetrahydroquinolyl , and the 
3rd pendant group contains N and optionally contains addnl . rings. The 
compds. bind to chemokine receptors, including CXCR4 and CCR5, and 
demonstrate protective effects against infection of target cells by a 
human immunodeficiency virus (HIV). Many I exhibit IC50 values of 5-5.5 
nM for inhibition of HIV-1 (NL4.3) replication in peripheral blood 
mononuclear cells and 5 nM-5 jiM for inhibition of SDF-la induced 
Ca flux in CCRF-CEM cells, a T-lymphoblastoid cell line that expresses 
CXCR4. Although the methods of preparation are not claimed, >170 example 
prepns. are included. For I: X and Y = N or CR1; Z is S, 0, NR1 or CR12; 
each R1-R6 = H or a noninterf ering substituent; nl is 0-4; n2 is 0-1, 
wherein the a signifies C.tplbond.C may be substituted for CR5:CR5; n3 is 
0-4; wherein nl + n2 + n3 = ^ 2; b is 0-2; wherein the following 
combinations of R groups may be coupled to generate a ring, which ring may 
be (un) saturated: R2 + R2 , one R2 + R3 , R3 + one R4 , R4 + R4 , one R5 + another 
R5, one R5 + one R6, and R6 + R6; wherein the ring may not be aromatic when 
the participants in ring formation are two R5; and wherein when n2 is 1, 
neither nl nor n3 can be 0 . 

AN 2003:532661 CAPLUS 

DN 139:101128 

TI Preparation of chemokine receptor binding (benzimidazol-2- 
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ylmethyl) (5, 6, 7, 8-tetrahydroquinolin-8-yl) amines and related heterocyclic 
compounds with enhanced efficacy against AIDS and other disorders 
Bridger, Gary J.; Skerl j , Renato T.; Kaller, Al; Harwig, Curtis; Bogucki, 
David; Wilson, Trevor; Crawford, Jason; McEachern, Ernest J. ; Atsma, Bern; 
Nan, Siqiao; Zhou, Yuanxi; Schols, Dominique; Smith, Christopher Dennis; 
Di Fluri, Rosaria Maria 
Anormed Inc., Can.; et al. 
PCT Int. Appl., 360 pp. 
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BG, 


CH, 


CY, 


cz, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IT, 


LU, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 


MR, 


NE, 



SN, TD, TG 

US 2003-446170 A 200305,23. 

US 2003-457034 A •~2'0~630606 

OS MARPAT 139:101128 

IT 558441-51-3P 558441-52-4P 558441-53-5P 

558441-54-6P 558441-55-7P, (lH-Benzimidazol-2 - 
ylmethyl) ( (S) -pyrrol idin- 2 -ylmethyl ) (5 , 6, 7 , 8-tetrahydroquinolin-8-yl) amine 
trihydrobromide 558441-56-8P 558441-57 -9P, 

(lH-Benzimidazol-2 -ylmethyl) (piperidin-4 -yl) (5,6,7, 8 -tetrahydroquinolin-8 - 
yl) amine trihydrobromide 558441-59-1P 558441-62-6P 
558441-66-0P, ( lH-Benzimidazol -2 -ylmethyl) [2- (imidazol-1- 
yl) ethyl] (5 , 6 , 7 , 8-tetrahydroquinolin-8-yl) amine 558441-70-6P, 
(lH-Benzimidazol -2 -ylmethyl) [3- ( IH-imidazol- 2 -yl) propyl] (5,6,7,8- 
tetrahydroquinolin-8-yl) amine 558442-00-5P, N- (lH-Benzimidazol-2 - 
ylmethyl) -N' - (lH-imidazol-2-yl) -N- (5, 6,7, 8 -tetrahydroquinolin-8 -yl) butane- 
1,4-diamine 558442-18-5P, (lH-Benzimidazol-2 -ylmethyl) [3- (1H- 
imidazol- 4 -yl) propyl] (5,6,7, 8 -tetrahydroquinolin-8 -yl) amine 
558443-47-3P 558443-51-9P 558448 -07 -OP , 

(lH-Benzimidazol- 2 -ylmethyl) [cis-2- (piperidin-3 -ylidene) ethyl] (5,6,7,8- 
tetrahydroquinolin-8-yl) amine trihydrobromide 558448 -41-2P, 

[3- [ [ (lH-Benzimidazol -2 -ylmethyl) (5,6, 7, 8 -tetrahydroquinolin-8 - , 
yl) amino] methyl] piperidin-l-yl] (3 , 5-dichloropyridin-4-yl) methanone 
558448-47-8P, [3- [ [ (lH-Benzimidazol -2 -ylmethyl ) (5,6,7,8- 

tetrahydroquinolin-8-yl) amino] methyl] pyrrol idin- 1-yl] (3 , 5-dichloropyridin- 
4 -yl) methanone 558448-60-5P 558448-67 -2P, 

4- [ (lH-Benzimidazol -2 -ylmethyl) (5,6,7, 8-tetrahydroquinolin-8- 

yl) amino] piperidine-l-carboxylic acid amide trihydrobromide 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 

(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 

(Uses) 

(drug candidate; preparation of chemokine receptor binding 
benzimidazolylmethyl tetrahydroquinolinyl amines and related 
heterocyclic compds . with enhanced efficacy against AIDS and other 
disorders) 
RN 558441-51-3 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol -2 -ylmethyl ) -5,6,7, 8 -tetrahydro-N- [ (3R) - 
3-piperidinylmethyl] -, trihydrobromide, (8R) -rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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• 3 HBr 

RN 558441-52-4 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2-ylmethyl) -5,6,7, 8 -tetrahydro-N- [ (3R) - 
3-piperidinylmethyl] trihydrobromide, (8S) -rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




#3 HBr 



RN 558441-53-5 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- [ (2R) - 
2-piperidinylmethyl] -, trihydrobromide, (8R) -rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




• 3 HBr 
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RN 558441-54-6 CAPLUS 

CN 8-Quinolinamine, N- (IH-benzimidazol -2 -ylmethyl) -5 , 6 , 7 , 8 -tetrahydro-N- [ (2R) - 
2-piperidinylmethyl] -, trihydrobromide , (8S) -rel- (9CI) (CA INDEX NAME) 

Re lat ive s t e reochemi s t ry . 




• 3 HBr 



RN 558441-55-7 CAPLUS 

CN 8-Quinolinamine, N- ( IH-benzimidazol- 2 -ylmethyl) -5 , 6 , 7 , 8 -tetrahydro-N- [ (2S) - 
2 -pyrrol idinylmethyl] - , trihydrobromide (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



H 




• 3 HBr 



RN 558441-56-8 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- (4- 
piperidinylmethyl) -, hydrobromide (10:31) (9CI) (CA INDEX NAME) 
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#31/10 HBr 

RN 558441-57-9 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2-ylmethyl) -5,6,7, 8-tetrahydro-N-4 - 
piperidinyl- , trihydrobromide (9CI) (CA INDEX NAME) 




#3 HBr 

RN 558441-59-1 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl) -5,6,7, 8-tetrahydro-N-3 - 
piperidinyl-, hydrobromide (10:31) (9CI) (CA INDEX NAME) 




•31/10 HBr 

RN 558441-62-6 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2 -ylmethyl) -5,6,7, 8-tetrahydro-N- (3R) - 
3 -piperidinyl-, trihydrobromide, (8S) -rel- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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• 3 HBr 

RN 558441-66-0 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- [2- 
' (lH-imidazol-l-yl) ethyl] - (9CI) (CA INDEX NAME) 




RN 558441-70-6 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol -2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- [3- 
(lH-imidazol-2-yl)propyl] - (9CI) (CA INDEX NAME) 




RN 558442-00-5 CAPLUS 

CN 1, 4-Butanediamine, N- (lH-benzimidazol -2 -ylmethyl) -N 1 -lH-imidazol-2 -yl-N- 
(5,6,7,8-tetrahydro-8-quinolinyl) - (9CI) (CA INDEX NAME) 
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RN 558442-18-5 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl ) -5,6,7, 8 -tetrahydro-N- [3- 
( lH-imidazol -4 -yl) propyl ] - (9CI) (CA INDEX NAME) 




RN 558443-47-3 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl) -5, 6,7, 8 -tetrahydro-N- [2- [4- 
[ (phenylmethyl) amino] - 1 -piper idinyl] ethyl] -, hydrobromide (5:21) (9CI) 
{CA INDEX NAME) 




#21/5 HBr 

RN 55 8443-51-9 CAPLUS 

CN 8-Quinolinamine, N- [2- (4 -amino-l-piperidinyl) ethyl] -N- ( lH-benzimidazol-2 - 
ylmethyl) -5,6,7 , 8-tetrahydro- , hydrobromide (10:41) (9CI) (CA INDEX NAME) 



10799386 




• 41/10 HBr 



RN 558448-07-0 CAPLUS 

CN 8-Quinolinamine, N- (IH-benzimidazol- 2 -ylmethyl) -5,6,7, 8-tetrahydro-N- [ (2Z) - 
2- (3-piperidinylidene) ethyl] -, trihydrobromide (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 




#3 HBr 



RN 558448-41-2 CAPLUS 

CN 3-Piperidinemethanamine, N- (lH-benzimidazol-2 -ylmethyl) -1- [ (3 , 5-dichloro-4- 
pyridinyl) carbonyl] -N- (5,6,7, 8-tetrahydro-8-quinolinyl) - (9CI) (CA INDEX 
NAME) 




CI 



RN 558448-47-8 CAPLUS 

CN 3- Pyrrol idinemethanamine, N- (lH-benzimidazol- 2 -ylmethyl) -1- [ (3 , 5 -dichloro- 
4 -pyridinyl) carbonyl] -N- (5 , 6 , 7 , 8-tetrahydro-8-quinolinyl) - (9CI) (CA 
INDEX NAME) 
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RN 55844 8-60-5 CAPLUS 

CN 1-Piperidinecarboximidamide, 4- [ (lH-benzimidazol-2 -ylmethyl) (5,6,7,8- 

tetrahydro-8-quinolinyl) amino] - , trihydrobromide (9CI) (CA INDEX NAME) 




C- NH 2 



CH2-N 



•NH 



• 3 HBr 



RN 558448-67-2 CAPLUS 

CN 1-Piperidinecarboxamide, 4- [ (lH-benzimidazol- 2 -ylmethyl) (5,6,7,8- 

tetrahydro-8-quinolinyl) amino] -, trihydrobromide (9CI) (CA INDEX NAME) 




• 3 HBr 



IT 558441-69-3P, 2 - [ [ [2 - (Imidazol-l-yl) ethyl] (5,6,7,8- 

tetrahydroquinolin-8-yl) amino] methyl] benzimidazole-l-carboxylic acid 
tert-butyl ester 558441-72-8P, 2 - [ [ (5 , 6 , 7 , 8-Tetrahydroquinolin-8- 
yl) [3- ( 1- trityl-lH-imidazol -2 -yl) propyl] amino] methyl] benzimidazole-l- 
carboxylic acid tert-butyl ester 558441-73-9P, 

(lH-Benzimidazol -2 -ylmethyl) (5,6,7, 8-tetrahydroquinolin-8-yl) [3- (1-trityl- 
1H- imidazol- 2 -yl) propyl] amine 558442-19-6P, 2 - [ [ [3 - ( 1-tert- 
But'oxycarbonyl -lH-imidazol -4 -yl) propyl] (5,6,7, 8-tetrahydroquinolin-8- 
yl) amino] methyl] benzimidazole-l-carboxylic acid tert-butyl ester 
558443-49-5P, 2- [ [ [2- [4- (Benzyl-2 -nitrobenzenesulf onylamino) piperi 
din-l-yl] ethyl] (5,6,7, 8 -tetrahydroquinolin-8 -yl) amino] methyl] benzimidazole- 
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1-carboxylic acid tert-butyl ester 558443-50-8P 
558443-54-2P 558448-15-0P, cis-2 - [ [ [2- [1- (tert- 

Butoxycarbonyl)piperidin-3-ylidene] ethyl] (5,6,7, 8-tetrahydroquinolin-8- 
yl) amino] methyl] benzimidazole- 1-carboxylic acid tert-butyl ester 
558448-65-0P, 2- [ [ [1- [ ( tert-Butoxycarbonylamino) (tert- 

butoxycarbonylimino) methyl] piperidin-4-yl] (5,6,7, 8-tetrahydroquinolin-8- 
yl) amino] methyl] benzimidazole-l-carboxylic acid tert-butyl ester 
558448-69-4P, 2- [ [ ( 1 - tert-Butoxycarbonylpiperidin-4 -yl ) (5,6,7,8- 
tetrahydroquinolin- 8 -yl ) amino] methyl ] benzimidazole - 1 - carboxylic acid 
tert-butyl ester 558448-71-8P, (lH-Benzimidazol-2- 
ylmethyl)piperidin-4-yl (5,6,7, 8-tetrahydroquinolin-8 -yl) amine 
558448-73-0P, 4- [ (lH-Benzimidazol-2-ylmethyl) (5,6,7,8- 
tetrahydroquinolin-8-yl) amino] piperidine-l-carboxylic acid amide 
RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of chemokine receptor binding benzimidazolylmethyl 
tetrahydroquinolinyl amines and related heterocyclic compds . with 
enhanced efficacy against AIDS and other disorders) 
RN 558441-69-3 CAPLUS 

CN lH-Benzimidazole- 1-carboxylic acid, 2 - [ [ [2- (lH-imidazol-1- 
yl) ethyl] (5,6,7, 8 -tetrahydro-8 -quinolinyl) amino] methyl] - , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




C-OBu-t * 
0 



RN 558441-72-8 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2 - [ [ (5 , 6 , 7 , 8 - tetrahydro- 8 - 

quinolinyl) [3- [1- (triphenylmethyl) - lH-imidazol- 2 -yl] propyl] amino] methyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 558441-73-9 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2-ylmethyl) -5,6,7, 8 -tetrahydro -N- [3- [1- 
( triphenylmethyl) -lH-imidazol-2-yl] propyl] - (9CI) (CA INDEX NAME) 
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CH 2 -N- (CH 2 )3- 



CPh 3 



,N, 



N- 



RN 558442-19-6 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [3- [1- [ (1, 1- 

dimethylethoxy) carbonyl] -lH-imidazol-4-yl] propyl] (5,6,7, 8-tetrahydro-8- 
quinolinyl) amino] methyl] -, 1 , 1- dimethyl ethyl ester (9CI) (CA INDEX NAME) 




CH 2 -N- (CH 2 )3 



N 



\ 



C— OBu-t 
0 



RN 558443-49-5 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [2- [4- [ [ (2- 

nitrophenyl) sulfonyl] (phenylmethyl) amino] -1-piperidinyl] ethyl] (5,6,7,8- 
tetrahydro-8-quinolinyl) amino] methyl] -, 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 




CH 2 - N- CH 2 - CH 2 N 




RN 558443-50-8 CAPLUS 

CN IH-Benzimidazole-l-carboxylic acid, 2- [ [ [2 - [4- [ [ (1 , 1- 

dimethylethoxy) carbonyl] (phenylmethyl) amino] -1-piperidinyl] ethyl] (5,6,7,8- 
tetrahydro- 8 -quinolinyl) amino] methyl] - , 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 
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CH2-N- CH2~ CH2 N. 




CH2^Ph 
N— C- OBu-t 

II 

O 



RN 558443-54-2 CAPLUS 

CN 8-Quinolinamine, N- [2- (4 -amino- 1-piperidinyl) ethyl] -N- (lH-benzimidazol-2- 
ylmethyl) -5 , 6 , 7 , 8- tetrahydro- (9CI) (CA INDEX NAME) 



^ CH 2 - N- CH 2 - CH 2 

NH 



NH 2 



RN 558448-15-0 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2 - [ [ [ (2Z) -2- [1- [ (1 , 1- 

dimethylethoxy) carbonyl] -3-piperidinylidene] ethyl] (5,6,7, 8 -tetrahydro- 8- 
quinolinyl) amino] methyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 

Double bond geometry as shown. 



t-BuO 




OBu-t 



RN 55844 8-65-0 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [1- [ [ [ (1, 1- 

dimethylethoxy) carbonyl] amino] [ [ (1, 1-dimethylethoxy) carbonyl] imino] methyl] 
4 -piperidinyl ] (5,6,7,8- tetrahydro- 8 -quinol inyl ) amino] methyl ] - , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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O 




C— OBu-t 



RN 558448-69-4 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [1- [ (1, 1-dimethylethoxy) carbonyl] - 
4-piperidinyl] (5 , 6, 7 , 8 -tetrahydro-8-quinolinyl ) amino] methyl] - , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 558448-71-8 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl) -5,6,7, 8 -tetrahydro-N-4 - 
piperidinyl- (9CI) (CA INDEX NAME) 




RN 558448-73-0 CAPLUS 

CN 1-Piperidinecarboxamide, 4- [ (lH-benzimidazol -2 -ylmethyl) (5,6,7,8- 
tetrahydro-8-quinolinyl) amino] - (9CI) (CA INDEX NAME) 
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RE.CNT 1 THERE ARE 1 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 

L9 ANSWER 4 OF 5 CAPLUS COPYRIGHT 2005 ACS on STN 
GI 




(CR2)n 



N — (CR 2 ) n -Ar- (Y) 
I 




AB Title compds. I [wherein ring A optionally comprises a heteroatom selected 
from N, O, or S; R1-R3 = non- interfering substituents ; R4 and R5 = 
independently H or (un) substituted alkyl, alkenyl, alkynyl, or acyl; or 2 
R5 may form a cyclic amine, optionally containing 1 or more N # O, and/or S; R 
= independently H or alkyl; X = O or S or (un) substituted C or N; Y = 
independently halo, OH, SH, SO, S02, non-N containing organic moiety, (CH2)xCN, 
( CR2 ) XNR5 2 , ( CR2 ) xNR ( CR2 ) XNRR4 , ( CR2 ) xNR ( CR2 ) xNR ( CR2 ) xNR5 2 , 
( CR2 ) xCO ( CR2 ) XNR5 2 , ( CR2 ) xCO ( CR2 ) xNR (CR2) xNRR4 , 
( CR2 ) xCO ( CR2 ) xNR ( CR2 ) xNR ( CR2 ) XNR5 2 , ( CR2 ) xNRCO ( CR2 ) XNRR4 , 

( CR2 ) xNRCO ( CR2 ) xNR ( CR2 ) XNR5 2 , ( CR2 ) xNRCO ( CR2 ) xNR ( CR2 ) xNR ( CR2 ) xNR ( CR2 ) XNR5 2 
, CH:NZ, (CR2)xZ, NR(CR2)xZ, (CR2)xNROH, (CR2 ) xCONROH, or (CR2 ) xCR : NOH; or 
2 Y groups may be . connected to form a fused ring with Ar; Z = 
(un) substituted (hetero) aryl ; Ar = (hetero) aryl; m = 0-2; n = 0-2; p = 
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0-4; q = 0-3; x = 0-4; with provisos; and pharmaceutical ly acceptable 
salts and pro-drugs thereof] were prepared as modulators of chemokine 
receptor activities. For example, reductive addition of 3-cyanobenzaldehyde 
to 8-amino-5, 6, 7, 8-tetrahydroquinoline using sodium triacetoxyborohydride 
in CH2C12 afforded N- (5,6,7, 8-tetrahydro-8-quinolinyl) -3 -cyanobenzylamine 
(81%). Alkylation with N- (tert-butoxycarbonyl) -2 - 

chloromethylbenzimidazole using N, N-diisopropylethylamine and KI in MeCN 
(88%) , followed by hydrogenation in the presence of Raney nickel (79%) , 
gave the tertiary amine II (AMD9679) . Compds. of the invention tested for 
inhibition of HIV-1 NL4.3 or IIIB replication in MT-4 cells exhibited EC50 
values of 0.002 uM/mL to 20.0 uM/mL . Thus, I are useful for the 
treatment of human immunodeficiency virus (HIV) and/or feline 
immunodeficiency virus (FIV) . 

AN 2002:332188 CAPLUS 

DN 136:355235 

TI Preparation of tertiary N- (5,6,7, 8-tetrahydro-8-quinolinyl) -N- (1H- 

benzimidazol -2 -ylmethyl) amines and analogs as chemokine receptor 

modulators for treatment of HIV or FIV 
IN Bridger, Gary; Skerl j , Renato; Kaller, Al; Harwig, Curtis; Bogucki, David; 

Wilson, Trevor R. ; Crawford, Jason; Mceachern, Ernest J.; Atsman, Berm; 

Nan, Siqiao; Zhou, Yuanxi; Schols, Dominique; Smith, Christopher Dennis; 

Di Fluri, Rosaria Maria 
PA Anormed Inc . , Can . 
SO PCT Int. Appl., 187 pp. 

CODEN: PIXXD2 
DT Patent 
LA English 
FAN.CNT 3 



PATENT 


NO. 






KIND 


DATE 




APPLICATION NO. 




DATE 


WO 


2002034745 




Al 




20020502 


WO 2001-US29590 




20010919 


WO 


2002034745 




CI 




20030918 










W: 


AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, BB, BG, BR, BY, 


BZ, 


CA, CH, CN, 






CO, 


CR, 


CU, 


cz, 


DE, 


DK, 


DM, 


DZ, EC, EE, ES, FI, 


GB, 


GD, GE, GH, 






GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, KE, KG, KP, KR, 


KZ, 


LC , LK, LR , 






LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, MN, MW, MX, MZ, 


NO, 


NZ, PH, PL, 






PT, 


RO, 


RU, 


SD, 


SE, 


SG, 


SI, 


SK, SL, TJ, TM, TR, 


TT, 


TZ, UA, UG, 






US, 


UZ, 


VN, 


YU, 


ZA, 


ZW 












RW: 


; GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


SD, 


SL, SZ, TZ, UG, ZW, 


AM, 


AZ, BY, KG, 






KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


CH, CY, DE, DK, ES, 


FI, 


FR, GB, GR, 






IE, 


IT, 


LU, 


MC, 


NL, 


PT, 


SE, 


TR, BF, BJ, CF, CG, 


CI, 


CM, GA, GN, 






GQ, 


GW, 


ML, 


MR, 


NE, 


SN, 


TD, 


TG 

US 2000-234510P 
US 2000-234816P 




P 20000922 
P 20000922 


CA 


2421796 






AA 




20020502 


CA 2001-2421796 




20010917 




















US 2000-232891P 




P 20000915 




















US 2000-233087P 




P 20000915 




















US 2000-234510P 




P 20000922 




















US 2000-234816P 




P 20000922 




















WO 2001-US29590 




W 20010919 


EP 


1317451 






Al 




20030611 


EP 2001-975290 




20010917 




R: 


AT, 


BE, 


CH, 


DE, 


DK, 


ES, 


FR, 


GB, GR, IT, LI, LU, 


NL, 


SE, MC, PT, 






IE, 


SI, 


LT, 


LV, 


FI, 


RO, 


MK, 


CY, AL, TR 

US 2000-232891P 
US 2000-233087P 
US 2000-234510P 
US 2000-234816P 
WO 2001-US29590 




P 20000915 
P 20000915 
P 20000922 
P 20000922 
W 20010919 


BR 


2001013932 




A 




20030624 


BR 2001-13932 




20010917 



10799386 



8/04/05 



AU 2001094628 



JP 2004512336 



A5 



T2 



US 2003028022 
US 6734191 

NO 2003001161 



Al 
B2 



US 2004171638 
US 2004220207 

US 2005026942 



Al 



PATENT FAMILY INFORMATION: 
FAN 2002:220575 

PATENT NO. KIND 



PI WO 2002022599 
WO 2002022599 

W: AE, AG, 
CO, CR, 



RW: 



GM, HR, 

LS, LT, 

PT, RO, 

UZ, VN, 

GH, GM, 

DE, DK, 

BJ, CF, 



AL, 
CU, 
HU, 
LU, 
RU, 
YU, 
KE, 
ES, 
CG, 



CA 2419219 



AU 2001093551 



A2 
A3 
AM, 
CZ, 
ID, 
LV, 
SD, 
ZA, 
LS, 
FI, 
CI, 



AA 



A5 



20020506 



20040422 



20030206 
20040511 

20030313 



Al 20040902 
Al 20041104 



20050203 



DATE 



20020321 
20020530 
AT, AU, AZ, 
DE, DK, DM, 
IL, IN, IS, 
MA, MD, MG, 
SE, SG, SI, 
ZW, AM, AZ, 
MW, MZ, SD, 
FR, GB, GR, 
CM, GA, GN, 



20020321 



20020326 



US 2000 
US 2000- 
US 2000- 
US 2000- 
WO 2001- 
AU 2001- 
US 2000- 
US 2000- 
WO 2001- 
JP 2002- 
US 2000- 
US 2000- 
US 2000- 
US 2000- 
WO 2001- 
US 2002- 

WO 2001- 
NO 2003- 
US 2000- 
US 2000- 
US 2000- 
US 2000- 

lf§ 2004" 
US 2~0"02- 
US 2004- 
US 2000- 
US 2000- 
US 2001- 
US 2004- 
US 2000- 
US 2000- 
US 2001- 



232891P 

233087P 

234510P 

234816P 

US29590 

94628 

234510P 

234816P 

US29590 

537736 

232819P 

233087P 

234510P 

234816P 

US29590 

31812 

US29590 

1161 

232891P 

233087P 

234510P 

234816P 

4JS2 95 9JP-. 

799386 

31812 

858910 

232891P 

234510P 

957682 

914663 

233087P 

234816P 

957654 



APPLICATION NO. 



WO 2001-CA1325 



P 
P 
P 
P 
W 

P 
P 
W 

P 
P 
P 
P 
W 



W 

P 
P 
P 
P 
W 



20000915 
20000915 
20000922 
20000922 
20010919 
20010919 
20000922 
20000922 
20010919 
20010919 
20000915 
20000915 
20000922 
20000922 
20010919 
20020328 



20010919 
20030313 
20000915 
20000915 
20000922 
20000922 
200-3^943 
2 004 0.3.1- 



BA, BB, BG, 
DZ, EC, EE, 
JP, KE, KG, 
MK, MN, MW, 
SK, SL, TJ, 
BY, KG, KZ, 
SL, SZ, TZ, 
IE, IT, LU, 
GQ, GW, ML, 
US 2000- 
US 2000- 
CA 2001- 
US 2000- 
US 2000 
WO 2001- 
AU 2001- 
US 2000- 
US 2000- 
WO 2001- 



BR, BY, 
ES, FI, 
KP, KR, 
MX, MZ, 
TM, TR, 
MD, RU, 
UG, ZW, 
MC, NL, 
MR, NE, 
233087P 
234816P 
2419219 
233087P 
234816P 
CA1325 
93551 
233087P 
234816P 
CA1325 



Al 20020328 
20040601 
P 20000915 
P 20000922 
A3 20010917 
20040809 
P 20000915 
P 20000922 
A3 20010917 



DATE 

20010917 

BZ, CA, CH, CN, 
GB, GD, GE, GH, 
KZ, LC, LK, LR, 
NO, NZ, PH, PL, 
TT, TZ, UA, UG, 
TJ, TM 

AT, BE, CH, CY, 
PT, SE, TR, BF, 
SN, TD, TG 

P 20000915 
P 20000922 
20010917 
P 20000915 
P 20000922 
W 20010917 
20010917 
P 20000915 
P 20000922 
W 20010917 



10799386 



8/04/05 



PI 



US 2002147192 
US 6835731 



EP 1317443 

R: AT, BE, 
IE, SI, 



BR 2001013931 

JP 2004508421 

NZ 524421 

ZA 2003001399 
NO 2003001178 



Al 20021010 
B2 20041228 



US 2001-957654 



A2 20030611 
CH, DE, DK, ES, FR, 
LT, LV, FI, RO, MK, 



A 20040113 

T2 20040318 

A 20050225 

A 20041122 

A 20030314 



US 2004171638 




US 2000- 
US 2000- 
EP 2001- 
GB, GR, IT, 
CY, AL, TR 
US 2000- 
US 2000- 
WO 2001 
BR 2001- 
US 2000- 
US 2000- 
WO 2001 
JP 2002- 
US 2000- 
US 2000- 
WO 2001- 
NZ 2001 
US 2000 
US 2000 
WO 2001 
ZA 2003- 
US 2000- 
NO 2003- 
US 2000- 
US 2000- 
WO 2 003- 



233087P 
234816P 
973887 
LI, LU, 



Al 20040902 

y 



US 2005026942 



FAN 2002:220576 
PATENT NO. 



Al 20050203 



KIND DATE 



US 2004c 
US 2002 
US 2004- 
US 2000- 
US 2000- 
US 2001- 



233087P 

234816P 

CA1325 

13931 

233087P 

234816P 

CA1325 

526852 

233087P 

234816P 

CA1325 

524421 

233087P 

234816P 

CA1325 

1399 

233087P 

1178 

233087P 

234816P 

7993j 
31812 
914663 
233087P 
234816P 
957654 



WO 2002022600 
WO 2002022600 

W: AE, AG, 
CO, CR, 



RW: 



GM, HR, 

LS, LT, 

PT, RO, 

US, UZ, 

GH, GM, 

DE, DK, 

BJ, CF, 



AL, 
CU, 
HU, 
LU, 
RU, 
VN, 
KE, 
ES, 
CG, 



A2 
A3 
AM, 
CZ, 
ID, 
LV, 
SD, 
YU, 
LS, 
FI, 
CI, 



20020321 
20020510 
AT, AU, AZ, 
DE, DK, DM, 
IL, IN, IS, 
MA, MD, MG, 
SE, SG, SI, 
ZA, ZW, AM, 
MW, MZ, SD, 
FR, GB, GR, 
CM, GA, GN, 



APPLICATION NO. 



WO 2001-CA1326 



CA 2419224 



AU 2001091569 



US 2003018046 



AA 20020321 



A5 



Al 



20020326 



20030123 



BA, BB, BG, 
DZ, EC, EE, 
JP, KE, KG, 
MK, MN, MW, 
SK, SL, TJ, 
AZ, BY, KG, 
SL, SZ, TZ, 
IE, IT, LU, 
GQ, GW, ML, 
US 2000- 
US 2000- 
CA 2001- 
US 2000- 
US 2000- 
WO 2001 
AU 2001- 
US 2000- 
US 2000- 
WO 2001- 
US 2001- 



BR, BY, 
ES, FI, 
KP, KR, 
MX, MZ, 
TM, TR, 
KZ, MD, 
UG, ZW, 
MC, NL, 
MR, NE, 
232891P 
234510P 
2419224 
232891P 
234510P 
CA132 6 
91569 
232891P 
234510P 
CA1326 
957682 



20010917 

P 20000915 
P 20000922 
20010917 
NL, SE, MC, PT, 

P 20000915 
P 20000922 
W 20010917 

20010917 
P 20000915 
P 20000922 
W 20010917 

20010917 
P 20000915 
P 20000922 
W 20010917 

20010917 
P 20000915 
P 20000922 
W 20010917 

20030220 
P 20000915 

20030314 
P 20000915 
P 20000922 
W 20010917 

20040311 
Al 20020328 

20040809 
P 20000915 
P 20000922 
A3 20010917 

DATE 

20010917 

BZ, CA, CH, CN, 
GB, GD, GE, GH, 
KZ , LC, LK, LR , 
NO, NZ, PH, PL, 
TT, TZ, UA, UG, 
RU, TJ, TM 
AT, BE, CH, CY, 
PT, SE, TR, BF, 
SN, TD, TG 

P 20000915 
P 20000922 
20010917 
P 20000915 
P 20000922 
W 20010917 
20010917 
P 20000915 
P 20000922 
W 20010917 
20010917 



10799386 



8/04/05 



US 6864265 



OS 
IT 



RN 
CN 



EP 



1317445 
R: AT, 
IE, 



BE, 
SI, 



CH, 
LT, 



B2 



A2 
DE, 
LV, 



20050308 



BR 2001013930 



TR 200300322 



JP 2004508422 



NZ 524420 



ZA 2003001398 



ZA 2003001402 



NO 2003001179 



US 2004171638 



US 2004220207 



T2 



T2 



Al 



Al 



20030611 
DK, ES, FR, 
PI, RO, MK, 



20030624 



20030922 



20040318 



20050429 



20040521 



20050120 



20030314 



20040902 



20041104 



MARPAT 136:355235 
422282-07-3P, AMD 9986 
RL: PAC (Pharmacological activity); 
preparation) ; THU (Therapeutic use) 



US 2000-232891P P 

US 2000-234510P P 

EP 2001-971574 
GB, GR, IT, LI, LU, NL, 
CY, AL, TR 

US 2000-232891P P 

2000- 234510P P 

2001- CA1326 W 

2001- 13930 
2000-232891P P 
2000-234510P P 

WO 2001-CA1326 W 
TR 2003-200300322 
US 2000-232891P P 
2000-234510P P 

2002- 526853 
2000-232891P P 

2000- 234510P P 

2001- CA1326 W 
2001-524420 
2000-232891P P 

2000- 234510P P 

2001- CA1326 W 
ZA 2003-1398 
US 2000-232891P P 
ZA 2003-1402 
US 2000-232891P P 
NO 2003-1179 
US 2000-232891P P 
US 2000-234510P P 
WO 2001- 
US 2OTf4^799366 
US 2 0U2 cl318 
US 2004-858910 
US 2000-232891P, P 
US 2000-234510P P 
US 2001-957682 A3 



US 
WO 
BR 
US 
US 



US 
JP 
US 
US 
WO 
NZ 
US 
US 
WO 



20000915 
20000922 
20010917 
SE, MC, PT, 

20000915 
20000922 
20010917 
20010917 
20000915 
20000922 
20010917 
20010917 
20000915 
20000922 
20010917 
20000915 
20000922 
20010917 
20010917 
20000915 
20000922 
20010917 
20030220 
20000915 
20030220 
20000915 
20030314 
20000915 
20000922 
20010917 
200403,11- 
20020328 
200406 
20000915 
20000922 
20010917 



RCT (Reactant) ; SPN (Synthetic 
BIOL (Biological study) ; PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(chemokine receptor modulator; preparation of N- (tetrahydroquinoliriyl) 
(benzimidazolylmethyl) amines and analogs as chemokine receptor 
modulators for treatment of HIV or FIV) 
422282-07-3 CAPLUS 

1H- Imidazole - 2 , 5 -dime thanamine , N5 - ( lH-benzimidazol - 2 -ylme thyl ) - 1 - 
(phenylmethyl) -N5- (5 , 6 , 7 , 8 -tetrahydro-8 -quinolinyl) tetrahydrobromide 
(9CI) (CA INDEX NAME) 



10799386 



8/04/05 




• 4 HBr 

IT 421551-62-4P 422282-38-0P, AMD 9813 422284-58-0P 

, (lH-Benzimidazol-2-ylmethyl) [2- [ (lH-benzimidazol-2- 
ylmethyl) amino] benzyl] -(5,6,7, 8-tetrahydroquinolin-8-yl) amine 
422284-66-0P, AMD 9837 422284-71-7P, 

( 2 -Aminopyridin- 3 -ylmethyl) (benzimidazol- 2 -ylmethyl) (5,6,7, 8-tetrahydro-8- 
quinolinyl) amine hydrobromide (1:3) 422284-86-4P, 

( 6 -Aminopyridin-2 -ylmethyl) ( lH-benzimidazol- 2 -ylmethyl) -(5,6,7,8- 
tetrahydroquinolin-8-yl) amine hydrobromide (1:3) 422284-88-6P, 
AMD 11191 422284-90-0P, [3 - ( lH-Benzimidazol -2 -yl ) benzyl] ( 1H- 
benzimidazol-2-ylmethyl) -(5,6,7, 8-tetrahydroquinolin-8-yl) amine 
hydrobromide (1:3) 422284-91-1P, AMD 9902 422284-95-5P 

, 4- [ [ (lH-Benzimidazol-2-ylmethyl) (5,6,7, 8-tetrahydroquinolin-8- 
yl) amino] methyl] -2 , 6 -dichloropyridine hydrobromide (1:2) 
422284-96-6P, AMD 9782 422284 -98-8P, AMD 9786 

422284- 99-9P, AMD 9787 422285-00-5P, AMD 9829 

422285- 01- 6P, (lH-Benzimidazol-2-ylmethyl) (pyridin-4- 
ylmethyl) (5 , 6 , 7 , 8-tetrahydroquinolin-8-yl) amine 422285-02-7P, 
(lH-Benzimidazol-2-ylmethyl) [benzo [1, 3] dioxol -4 -ylmethyl] (5,6,7,8- 
tetrahydroquinolin-8-yl) amine 422285-03-8P, Benzo [1, 3] dioxol-5- 
ylmethyl ( lH-benzimidazol -2 -ylmethyl) (5,6,7, 8-tetrahydroquinolin-8-yl) amine 
422285-04-9P, AMD 9817 422285-05-0P, 

(lH-Benzimidazol-2-ylmethyl) pyridin-3 -ylmethyl (5,6,7, 8-tetrahydroquinolin- 
8-yl) amine hydrobromide (1:3) 422285-06-1P, AMD 9828 
422285-07-2P, Bis (lH-benzimidazol -2 -ylmethyl) (5,6,7,8- 
tetrahydroquinolin-8-yl) amine hydrobromide (1:3) 422285-08-3P, 
(lH-Benzimidazol-2-ylmethyl) (3H-imidazol-4-ylmethyl) -(5,6,7,8- 
tetrahydroc[uinolin-8-yl) amine hydrobromide (1:3) 422285-09-4P, 
[4- (lH-Benzimidazol-2-yl) benzyl] (lH-benzimidazol-2 -ylmethyl) -(5,6,7,8- 
tetrahydroquinolin-8-yl) amine hydrobromide (1:3) 422285-12-9P, 
AMD 9755 422285-16-3P, AMD 9716 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation)*; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(chemokine receptor modulator; preparation of N- (tetrahydroquinolinyl) -N- 
(benzimidazolylmethyl) amines and analogs as chemokine receptor 
modulators for treatment of HIV or FIV) 
RN 421551-62-4 CAPLUS 

CN 2,4-Oxazoledimethanamine, N4- (lH-benzimidazol-2 -ylmethyl ) -N4- (5,6,7, 8- 
tetrahydro-8-quinolinyl) - , tetrahydrobromide (9CI) (CA INDEX NAME) 



10799386 



8/04/05 




#4 HBr 

RN 422282-38-0 CAPLUS 

CN 2, 5-Pyridinedimethanamine, N5- (lH-benzimidazol-2-ylmethyl) -N5- (5,6,7,8- 

tetrahydro-8-quinolinyl) -, hydrobromide (5:19) (9CI) (CA INDEX NAME) 




• l9/5 HBr 
RN 422284-58-0 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl) -N- [ [2- [ (lH-benzimidazol-2- 
ylmethyl) amino] phenyl] methyl] -5,6,7, 8-tetrahydro- (9CI) (CA INDEX NAME) 




RN 422284-66-0 CAPLUS 

CN 8-Quinolinamine, N- [ (6 -amino- 3 -pyridinyl) methyl] -N- (lH-benzimidazol-2 - 

ylmethyl) -5, 6, 7, 8-tetrahydro-, hydrobromide (10:29) (9CI) (CA INDEX NAME) 



10799386 



8/04/05 




• 29/10 HBr 
RN 422284-71-7 CAPLUS 

CN 8-Quinolinamine, N- [ (2 -amino- 3 -pyridinyl) methyl] -N- (lH-benzimidazol-2 - 
ylmethyl) -5,6,7, 8-tetrahydro-, trihydrobromide (9CI) (CA INDEX NAME) 




• 3 HBr 

RN 422284-86-4 CAPLUS 

CN 8-Quinolinamine, N- [ (6 -amino- 2 -pyridinyl) methyl] -N- (lH-benzimidazol-2 - 
ylmethyl) -5, 6, 7, 8-tetrahydro-, trihydrobromide (9CI) (CA INDEX NAME) 




NH 2 



#3 HBr 

RN 422284-88-6 CAPLUS 

CN 8-Quinolinamine, N- [ (4 -amino-3 -pyridinyl) methyl] -N- (lH-benzimidazol-2- 

ylmethyl) -5, 6, 7, 8-tetrahydro-, hydrobromide (10:31) (9CT) (CA INDEX NAME) 



10799386 



8/04/05 





CH 2 - N- CH 2 N 

MR 

H 2 N v 



• 31/10 HBr 
RN 422284-90-0 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol -2 -ylmethyl) -N- [ [3- (lH-benzimidazol-2 - 
yl) phenyl] methyl] -5, 6, 7, 8 -tetrahydro- , trihydrobromide (9CI) (CA INDEX 
NAME) 




■NH 



• 3 HBr 

RN 422284-91-1 CAPLUS 

CN 8-Quinolinamine, N- [ [3- ( lH-benzimidazol -2 -yl) phenyl] methyl] -5,6,7,8- 

tetrahydro-N- (lH-imidazol -2 -ylmethyl) hydrobromide (10:27) (9CI) (CA 
INDEX NAME) 




CH 2 -N-CH 2 - 



N- 



>27/l0 HBr 



RN 422284-95-5 CAPLUS 

CN 8-Quinolinamine, N- (IH-benzimidazol -2 -ylmethyl) -N- [ (2 , 6-dichloro-4 - 

pyridinyl) methyl] -5, 6, 7 , 8-tetrahydro- , dihydrobromide (9CI) (CA INDEX 



10799386 



8/04/05 

NAME) 




• 2 HBr 

RN 422284-96-6 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2-ylmethyl) -N- (5 -benzoxazolylmethyl) - 
5,6,7,8-tetrahydro- (9CI) (CA INDEX NAME) 




RN 422284-98-8 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol -2 -ylmethyl) -5,6,7, 8 -tetrahydro-N- (2- 
pyridinylmethyl) -, hydrobromide (10:29) (9CI) (CA INDEX NAME) 




#29/10 HBr 

RN ' 422284-99-9 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol -2 -ylmethyl) -N- (6 -benzoxazolylmethyl ) - 
5,6,7, 8-tetrahydro- (9CI) (CA INDEX NAME) 



10799386 



8/04/05 




RN 422285-00-5 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol -2 -ylmethyl) -N- (lH-benzimidazol-4- 

ylmethyl) -5,6,7, 8-tetrahydro- , hydrobromide (10:29) (9CI) (CA INDEX NAME) 




• 29/10 HBr 
RN 422285-01-6 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol- 2 -ylmethyl) -5,6,7, 8-tetrahydro-N- (4- 
pyridinylmethyl) - (9CI) (CA INDEX NAME) 




RN 422285-02-7 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl) -N- (1, 3 -benzodioxol-4- 
ylmethyl) -5 , 6 , 7 , 8-tetrahydro- (9CI) (CA INDEX NAME) 



10799386 



8/04/05 




RN 422285-03-8 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2 -ylmethyl) -N- (1, 3-benzodioxol-5- 
ylmethyl) -5,6,7, 8 -tetrahydro- (9CI) (CA INDEX NAME) 




RN 422285-04-9 CAPLUS 

CN 8-Quinolinamine, N- (IH-benzimidazol -2 -ylmethyl) -N- [ (2 , 3-dihydro-7- 

benzof uranyl) methyl] -5,6,7, 8 -tetrahydro- , hydrobromide (5 : 11) (9CI) (CA 
INDEX NAME) 




• ll/5 HBr 
RN 422285-05-0 CAPLUS 

CN 8-Quinolinamine, N- ( IH-benzimidazol - 2 -ylmethyl) -5 , 6 , 7 , 8 - tetrahydro -N- (3- 
pyridinylmethyl) -, trihydrobromide (9CI) (CA INDEX NAME) 



10799386 



8/04/05 




• 3 HBr 

RN 422285-06-1 CAPLUS 

CN 8-Quinolinamine, N- ( lH-benzimidazol-2 -ylmethyl) -N- { lH-benzimidazol-5 - 

ylmethyl) -5, 6, 7, 8-tetrahydro- , hydrobromide (10:29) (9CI) (CA INDEX NAME) 




#29/10 HBr 

RN 422285-07-2 CAPLUS 

CN 8-Quinolinamine, N,N-bis (lH-benzimidazol -2 -ylmethyl) -5,6, 7, 8-tetrahydro- , 
trihydrobromide (9CI) (CA INDEX NAME) 




• 3 HBr 

RN 422285-08-3 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2 -ylmethyl) -5,6,7, 8-tetrahydro-N- (1H- 
imidazol -4 -ylmethyl) -, trihydrobromide (9CI) (CA INDEX NAME) 



10799386 



8/04/05 




• 3 HBr 

RN 422285-09-4 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2 -ylmethyl ) -N- [ [4- (lH-benzimidazol-2- 
yl) phenyl] methyl] -5, 6,7, 8 -tetrahydro- , trihydrobromide (9CI) (CA INDEX 
NAME) 




• 3 HBr 

RN 422285-12-9 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol -2 -ylmethyl) -5,6,7, 8-tetrahydro-N- [ [4- 
(lH-imidazol-l-yl) phenyl] methyl] -, hydrobromide (5:16) (9CI) (CA INDEX 
NAME) 




#16/5 HBr 

RN 4222 85-16-3 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol -2 -ylmethyl) -5,6,7, 8-tetrahydro-N- [ [4- 
(lH-imidazol-2-yl)phenyl] methyl] -, hydrobromide (5:16) (9CI) (CA INDEX 
NAME) 



10799386 



8/04/05 




• l6/5 HBr 



IT 421551-71-5P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(chemokine receptor modulator; preparation of N- (tetrahydroquinolinyl) -N- 
(benzimidazolylmethyl) amines and analogs as chemokine receptor 
modulators for treatment of HIV or FIV) 
RN 421551-71-5 CAPLUS 

CN lH-Imidazole-2, 5 -dimethanamine , N5- (lH-benzimidazol-2 -ylmethyl) -1- 

(phenylmethyl) -N5- (5 , 6 , 7 , 8 - tetrahydro-8 -quinolinyl) - (9CI) (CA INDEX 
NAME) 




IT 421551-65-7P 421551-68-0P 421551-69-1P, 

(lH-Benzimidazol -2 -ylmethyl) (5,6,7, 8-tetrahydroquinolin-8-yl) - [ (2- 
hydroxymethyl - 1 -benzyl imidazol - 5 -yl ) methyl ] amine 4 2 15 51 - 7 0 - 4P 

421551- 73 -7P 421551-74 -8P, (6-Aminomethylpyridin-3- 

ylmethyl) (benzimidazol -2 -ylmethyl) - (5, 6, 7 , 8-tetrahydroquinolin-8-yl) amine 

421552- 63-8P 421552-70-7P 421552-71-8P 
421552-80-9P 421552 -85-4P , (4 -Aminopyridin-3 - 

ylmethyl) ( lH-benzimidazol-2 -ylmethyl) -(5,6,7, 8-tetrahydroquinolin-8- 
yl) amine 421552-90-1P 421552-91-2P 
421552-92-3P 421552-93-4P 421552-95-6P 
421552-96-7P 421552-97-8P 421552-98-9P 

421552 - 99 -OP, ( lH-Benzimidazol -2 -ylmethyl) (2 , 3 -dihydrobenzof uran-7 - 
ylmethyl) -(5,6,7, 8-tetrahydroquinolin-8-yl) amine 421553-01-7P, 
(lH-Benzimidazol -2 -ylmethyl) (pyridin- 3 -ylmethyl) (5,6,7,8- 
tetrahydroquinolin-8-yl) amine 421553-05-1P, (lH-Benzimidazol-5- 
ylmethyl) ( lH-benzimidazol-2 -ylmethyl) - (5 , 6, 7, 8-tetrahydroquinolin-8- 
yl) amine 421553-09-5P, Bis (lH-benzimidazol-2 -ylmethyl) (5,6,7,8- 
tetrahydroquinolin-8-yl) amine 421553-13-1P 421553-28-8P 

421553- 45-9P 421553-58-4P 421553 -59-5P, 

[4- (lH-Imidazol-2-yl)benzyl] (lH-benzimidazol-2 -ylmethyl) (5,6,7,8- 
tetrahydroquinolin-8-yl) amine 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
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(Reactant or reagent) 

(intermediate; preparation of N- (tetrahydroquinolinyl) -N- 
(benzimidazolylmethyl) amines and analogs as chemokine receptor 
modulators for treatment of HIV or FIV) 
RN 421551-65-7 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [ [2- [ [ [ (1, 1- 

dimethylethoxy) carbonyl] amino] methyl] -4 -oxazolyl] methyl] (5,6,7,8- 
tetrahydro-8-quinolinyl) amino] methyl] -, 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 




C- OBu-t 

II 

0 

RN 421551-68-0 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [ [2- [ ( ace tyloxy) methyl] -1- 
(phenylmethyl) -lH-imidazol-5-yl] methyl] (5,6,7, 8 -tetrahydro-8 - 
quinolinyl) amino] methyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




C— OBu-t 

II 

0 

RN 421551-69-1 CAPLUS 

CN 1H- Imidazole -2 -methanol, 5- [ [ (lH-benzimidazol-2 -ylmethyl) (5,6,7,8- 

tetrahydro-8-quinolinyl) amino] methyl] -1- (phenylmethyl) - (9CI) (CA INDEX 
NAME) 
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RN 421551-70-4 CAPLUS 

CN 8-Quinolinamine, N- [ [2- (azidomethyl) -1- (phenylmethyl) -lH-imidazol-5- 

yl]methyl] -N- (lH-benzimidazol-2-ylmethyl) -5, 6, 7, 8-tetrahydro- (9CI) (CA 
INDEX NAME) 




RN 421551-73-7 CAPLUS 

CN IH-Benzimidazole-l-carboxylic acid, 2- [ [ [ (6-cyano-3- 

pyridinyl) methyl] (5,6,7, 8-tetrahydro- 8 -quinolinyl) amino] methyl] - , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




^ CH 2 -N-CH 2 



' N 



\ 




C- OBu-t 

II 

O 



RN 421551-74-8 CAPLUS 

CN 2,5-Pyridinedimethanamine, N5- (lH-benzimidazol-2-ylmethyl) -N5- (5,6,7,8- 
tetrahydro-8-quinolinyl) - (9CI) (CA INDEX NAME) 




CH 2 -NH 2 



RN 421552-63-8 CAPLUS 

CN IH-Benzimidazole-l-carboxylic acid, 2 - [ [ [ [2- [ [ [1- [ (1 , 1- 

dimethyle thoxy ) carbonyl ] - IH-benzimidazol - 2 -yl ] methyl ] amino] phenyl ] methyl ] ( 
5,6,7, 8-tetrahydro-8-quinolinyl) amino] methyl] - , 1, 1-dimethylethyl ester 
(9CI) (CA INDEX NAME) 
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OBu-t 



CH2-NH 




CH2-N-CH2 





RN 421552-70-7 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2 - [ [ [ [6- [ [ (1 , 1- 

dimethylethoxy) carbonyl] amino] -3-pyridinyl] methyl] (5,6,7, 8-tetrahydro-8- 
quinolinyl) amino] methyl] - , 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




NH- C- OBu-t 



RN 421552-71-8 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [ (2-amino-3- 

pyr idinyl ) methyl ] (5,6,7,8 - t et rahydro - 8 -quinol inyl ) amino] methyl ] - , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 421552-80-9 CAPLUS 
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CN lH-Benzimidazole-l-carboxylic acid, 2 - [ [ [ (6-amino-2 - 

pyridinyl) methyl] (5,6,7, 8-tetrahydro-8 -quinolinyl) amino] methyl] - , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




-N-CH2— Jj^j 

\ v 

C-OBu-t ! 
l| NH 2 
O 



RN 421552-85-4 CAPLUS 

CN 8-Quinolinamine, N- [ (4 -amino- 3 -pyridinyl ) methyl] -N- (lH-benzimidazol-2- 
ylmethyl) -5, 6, 7, 8 -tetrahydro- (9CI) (CA INDEX NAME) 




N ^ CH 2~ N- CH 2 fj^ N 



RN 421552-90-1 CAPLUS 

CN IH-Benzimidazole-l-carboxylic acid, 2- [ [ [ [3- (lH-benzimidazol-2- 
yl ) phenyl ] methyl ] (5,6,7,8- tetrahydro - 8 -quinolinyl ) amino] methyl ] ■ 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 421552-91-2 CAPLUS 

CN 8-Quinolinamine, N- [ [3- (lH-benzimidazol-2-yl) phenyl] methyl] -5,6,7,8- 
tetrahydro-N- (lH-imidazol-2-ylmethyl) r (9CI) (CA INDEX NAME) 
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RN 421552-92-3 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [ (2 , 6-dichloro-4- 

pyridinyl) methyl] (5,6,7, 8-tetrahydro-8-quinolinyl) amino] methyl] -, 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




C-OBu-t 



O 

RN 421552-93-4 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2 - [ [ (5-benzoxazolylmethyl) (5,6,7,8- 

tetrahydro-8-quinolinyl) amino] methyl] - , 1, 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 



t-BuO-C 




RN 421552-95-6 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2 - [ [ (2 -pyridinylmethyl) (5,6,7,8- 

tetrahydro- 8 -quinolinyl) amino] methyl] -, 1, 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 
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C- OBu-t 

II 

0 

RN 421552-96-7 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ (6-benzoxazolylmethyl) (5,6,7,8- 

tetrahydro-8-quinolinyl) amino] methyl] - , 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 




RN 421552-97-8 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2 -ylmethyl) -N- (lH-benzimidazol-4- 
ylmethyl) -5, 6, 7, 8-tetrahydro- (9CI) (CA INDEX NAME) 




RN 421552-98-9 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2 - [ [ (4 -pyridinylmethyl) (5,6,7,8- 

tetrahydro-8-quinolinyl) amino] methyl] - , 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 
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RN 421552-99-0 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2 -ylmethyl) -N- [ (2 , 3-dihydro-7- 
benzofuranyl) methyl] -5, 6, 7, 8- tetrahydro- (9CI) (CA INDEX NAME) 




RN 421553-01-7 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2-ylmethyl) -5,6,7, 8-tetrahydro-N- (3- 
pyridinylmethyl) - (9CI) (CA INDEX NAME) 




RN 421553-05-1 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol -2 -ylmethyl ) -N- (lH-benzimidazol-5- 
ylmethyl) -5 , 6 , 7 , 8 -tetrahydro- (9CI) (CA INDEX NAME) 
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RN 421553-09-5 CAPLUS 

CN 8-Quinolinamine, N,N-bis (lH-benzimidazol-2 -ylmethyl) -5,6,7, 8-tetrahydro- 
(9CI) (CA INDEX NAME) 




RN 421553-13-1 CAPLUS 

CN IH-Benzimidazole-l-carboxylic acid, 2- [[ (lH-imidazol -4 -ylmethyl) (5,6,7,8- 
tetrahydro-8-quinolinyl) amino] methyl] - , 1 , 1 -dime thyle thy 1 ester (9CI) (CA 
INDEX NAME) 




C— OBu-t 

II 

0 

RN 421553-28-8 CAPLUS 

CN IH-Benzimidazole-l-carboxylic acid, 2- [ [ [ [4- (lH-benzimidazol-2- 

y 1 ) phenyl ] methyl ] (5,6,7,8- te t rahydro - 8 - quinol iny 1 ) amino] methyl ] - , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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C-OBu-t 



0 

RN 421553-45-9 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2 - [ [ [ [4- (IH-imidazol-l- 
yl) phenyl] methyl] (5,6,7, 8-tetrahydro-8-quinolinyl) amino] methyl] - , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 421553-58-4 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2- [ [ [ [4- [1- [ (dimethylamino) sulfonyl] - 
1H- imidazol - 2 -yl ] phenyl ] methyl ] (5,6,7,8- te t rahydro - 8 - 

quinolinyl) amino] methyl] -, 1 , 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 421553-59-5 CAPLUS 

CN 8-Quinolinamine, N- (lH-benzimidazol-2 -ylmethyl) -5,6,7) 8-tetrahydro-N- [ [4- 
(lH-imidazol-2 -yl) phenyl] methyl] - (9CI) (CA INDEX NAME) 
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RE.CNT 6 THERE ARE 6 CITED REFERENCES AVAILABLE FOR THIS RECORD 

ALL CITATIONS AVAILABLE IN THE RE FORMAT 

L9 ANSWER 5 OF 5 CAPLUS COPYRIGHT 2 005 ACS on STN 
GI 




AB Title compds. [I; ring A optionally contains N, O, S; dotted lines = 

optional unsatn.; Rl, R2 , R3 = non-interfering substituents ; p = 0-4; m = 
0-2; LI = linker of 1.5-10 A; X = O, S, (substituted) C, N; Ar = aryl; 
n=0-2; R = H, alkyl; Y = aryl, heteroaryl, heterocyclyl] , were prepared 
Thus, 5-trif luoromethyl-2 -chloromethylbenzimidazole (preparation given) , 
N- (tert-butoxycarbonyl) -N- (2 -pyridinylmethyl ) -N' - (5, 6, 7, 8-tetrahydro-8- 
quinolinyl) -1, 4 -benzenedimethanamine , and diisopropyl ethyl amine were 
stirred at 80° in DMF for 16 h to yield N- (tert-butoxycarbonyl) -N- 
(2 -pyridinylmethyl) -N' - (5-trif luoromethyl-lH-benzimidazol-2 -ylmethyl) -N' - 
(5,6,7, 8-tetrahydro-8-quinolinyl) -1, 4 -benzenedimethanamine . Deprotection 
with HBr in HOAc or dioxane gave N- (2 -pyridinylmethyl ) -N (5 - 
trif luoromethyl-lH-benzimidazol -2 -ylmethyl) -N' - (5, 6, 7, 8-tetrahydro-8- 
quinolinyl) -1, 4 -benzenedimethanamine hydrobromide . Several I inhibited 
HIV-1 replication in MT-4 cells with EC50<20 ug/mL. 

AN 2002:220576 CAPLUS 

DN 136:263160 

TI Preparation of azolylmethylaminotetrahydroquinolines and related compounds 

as chemokine receptor binding agents. 
IN Bridger, Gary; Skerl j , Renato; Kaller, Al; Harwig, Curtis; Bogucki, David; 

Wilson, Trevor R.; Crawford, Jason; McEachern, Ernest J.; Atsma, Bern; Nan, 

Siqiao; Zhou, Yuanxi; Schols, Dominique; Smith, Christopher Dennis; Di, 

Fluri Rosaria Maria 
PA Anormed Inc., Can. 
SO PCT Int. Appl., 254 pp. 

CODEN: PIXXD2 
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OS MARPAT 136:263160 

IT 405172-14-7P 405172-81-8P 405172-82-9P 

405172- 83-0P 405172-84-1P 405173-01-5P 

405173- 02-6P 405173-43-5P 405173-45-7P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of azolylmethylaminotetrahydroquinolines and related compds . as 
chemokine receptor binding agents) 
RN 4 05172-14-7 CAPLUS 

CN 1, 4-Benzenedimethanamine, N, N 1 -bis (lH-benzimidazol-2-ylmethyl) -N, N ' - 

bis (5,6,7, 8-tetrahydro-8-quinolinyl) -, tetrahydrobromide (9CI) (CA INDEX 
NAME) 




#4 HBr 



RN 405172-81-8 CAPLUS 

CN 1, 4-Benzenedimethanamine, N- (lH-benzimidazol-2 -ylmethyl) -N' - [ (2 -methyl - 1H- 
imidazol- 4 -yl) methyl] -N- (5 , 6 , 7 , 8-tetrahydro-8-quinolinyl) -, 
tetrahydrobromide (9CI) (CA INDEX NAME) 
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8/04/05 




CH2-NH-CH2 



NH 



N 



Me 



• 4 HBr 

RN 405172-82-9 CAPLUS 

CN 1, 4-Benzenedimethanamine, N- (lH-benzimidazol-2-ylmethyl) -N' - [ (2 -methyl-lH- 
imidazol -4 -yl) methyl] -N- (5,6, 7 , 8-tetrahydro- 8 -quinolinyl ) - (9CI) (CA 
INDEX NAME) 




CH 2 -NH-CH 2 



N 



Me 



RN 405172-83-0 CAPLUS 

CN 1, 4-Benzenedimethanamine, N- (lH-benzimidazol-2-ylmethyl) -N' 
imidazol -2 -yl) methyl] -N- (5 , 6 , 7 , 8-tetrahydro- 8 -quinolinyl) 
(10:39) (9CI) (CA INDEX NAME) 



- [ ( 1 -methyl -1H- 
hydrobromide 




CH2-NH- CH2" 



Me 

,N. 



• 39/10 HBr 



RN 405172-84-1 CAPLUS 

CN 1, 4-Benzenedimethanamine, N- ( lH-benzimidazol-2 -ylmethyl) -N 1 - [ (l-methyl-lH- 
imidazol-2 -yl) methyl] -N- (5, 6, 7, 8-tetrahydro- 8 -quinolinyl) - (9CI) (CA 
INDEX NAME) 
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CH2~NH— CH2" 



Me 



RN 405173-01-5 CAPLUS 

CN 1, 4-Benzenedimethanamine, N, N 1 -bis ( lH-benzimidazol-2 -ylmethyl) -N- (5,6,7,8- 
tetrahydro-8-quinolinyl) -, trihydrobromide (9CI) (CA INDEX NAME) 




HN- 



CH 2 -NH- CH 2 " 




• 3 HBr 

RN 405173-02-6 CAPLUS 

CN 1, 4-Benzenedimethanamine, N,N ! -bis (lH-benzimidazol-2 -ylmethyl) -N- (5,6,7,8- 
tetrahydro-8-quinolinyl) - (9CI) (CA INDEX NAME) 




HN- 



CH2-NH- CH2" 



N 



RN 405173-43-5 CAPLUS 

CN 1, 4-Benzenedimethanamine, N' -IH-benzimidazol -2 -yl-N- (lH-benzimidazol-2- 
ylmethyl) -N- (5,6,7, 8-tetrahydro-8-quinolinyl) - (9CI) (CA INDEX NAME) 




CH 2 — NH 




-NH 
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RN 405173-45-7 CAPLUS 

CN 1, 4-Benzenedimethanamine, N- (lH-benzimidazol-2 -ylmethyl) -N' -lH-imidazol-2 - 
yl-N- (5,6,7, 8-tetrahydro-8-quinolinyl) - (9CI) (CA INDEX NAME) 




IT 405174-85-8P 405174-86-9P 405175-05-5P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of azolylmethylaminotetrahydroquinolines and related compds . as 
chemokine receptor binding agents) 
RN 405174-85-8 CAPLUS 

CN lH-Benzimidazole-l-carboxylic acid, 2,2'- [1,4- 

phenylenebis [methylene [(5,6,7, 8-tetrahydro-8-quinolinyl) imino] methylene] ] b 
is-, bis (1, 1-dimethylethyl) ester (9CI) (CA INDEX NAME) 




O 

RN 405174-86-9 CAPLUS 

CN 1, 4-Benzenedimethanamine, N,N* -bis (lH-benzimidazol -2 -ylmethyl) -N, N 1 - 
bis (5, 6, 7, 8-tetrahydro-8-quinolinyl) - (9CI) (CA INDEX NAME) 




RN 405175-05-5 CAPLUS 

CN 1, 4-Benzenedimethanamine, N- (lH-benzimidazol-2-ylmethyl) -N- (5,6,7,8- 
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tetrahydro-8-quinolinyl) -N 1 - [ [1- [ [2- (trimethylsilyl ) ethoxy] methyl] -1H- 
benzimidazol-2-yl] methyl] - (9CI) (CA INDEX NAME) 




CH2-0— CH2~ CH2' SiMe3 
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